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CLMSPTO 09/708,475 



1. (Five times amended) A compound of the formula: 





N N <CH 2 ) n O 




wherein, 



X is -0-, -S- -NH-, [-N(R2)] or -EHfa 

R 2 is selected from the group consisting of lower alkyl, aryl lower aUcyl, aryl, 
(C 3 -C J0 ) cycloalkyl, aroyl, ((VC„) alkanoyl, and phenylsulfonyl 
groups; 

aryl is as defined hereinafter; 

p is 1 or 2; 
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Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy, trifluoromethyl, nitro, or amino, when pis 1: 

Y is lower alkoxv when o is 2 and X is -Q-: 
(R, is R M , Rh or R^, wherein: 

R w is -(CHj),,- where] n is 2, 3, 4, or 5; 
[Rii is 

-CH 2 -CH=CH-CH 2 -, 
-CH 2 -C=C-CH,-, 
-CH 2 -CH=CH-CH 2 -CHj, 
-CH 2 -CH 2 -CH=CH-CH 2 -, 
~CH 2 -ChC-CH 2 -CH 2 -, or 
-CHa-CHj-CsC-CH,, 
the -CH =CH- bond being cis or trans; 
R22 is R20 or R 2 , in which one or more carbon atoms of R M or Rj, are 

substituted by at least one C,-C 6 linear alkyl group, phenyl group, or 



R is hydrogen, lower alkyl, lower alkoxy, hydroxyl, carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, trifluoromethyl, trifluoroacetyl, 
aminocarbonyl, (monoalkylaminocarbonyl, dialkylaminocarbonyl, formyl,] 




where Z, is lower alkyl, -OH, lower alkoxy, -CF 3 , -NO 
-NHj or halogen, p is as previously defined;] 
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-C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl, -C(=0)-heteroaryl, ox 
-CH(OR 7 )-alkyl[,]: [-C(=W)-alkyl, -C(=W)-aryl, or 
-C(=W)-heteroaryl;] 

wherein alkyl is lower aikyl; 

aryl is phenyl or 



wherein R 5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, Power dialkylamino,] nitro, cyano, 
trifluoromethyl, or trifluoromethoxy; 



Q 3 is -O-, -S-, -NH-, or -CH=N-; 
[W is CH 2 or CHRg or N-R,;] 

R 7 is hydrogen, lower alkyl, or [alkanoyl] lower alkvl-(C=OV: 
[R 8 is lower alkyl; 

R$ is hydroxy, alkoxy, or -NHR 10 ; and 




heteroaryl is 




H, 0 is hydrogen, lower alkyl, C,-G 3 acyl, aryl, 
-C(=0)-aryl or -C(=0)-heteroaryl, 
where aryl and heteroaryl are as defined above;] 
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and 



mis 1,2, or 3; 

with the exclusion of compounds wherein X is O or S, Y is hydrogen, and R is 
hydrogen, [Cj =14 CJ C,-C, alkyl, chlorine, fluorine, bromine, iodine, 
cyano, C t - C 4 alkoxy, or -COORjj where R23 iS Hof C, - C 4 alkyl; 

with the exclusion of compounds wherein X is -S-, [R, is R^,] R is H, and m— 1; 

[all geometric, optical, and stereoisomers thereof,] or a pharmaceutically acceptable 
acid addition salt thereof. 

2. (Amended) A compound as claimed in claim 1, wherein X is -O-, -S-, or 



9. (Amended Three Times) A compound as claimed in claim 1, wherein X is 
-0-, -S-, or -NH-; Y is H, CI, F, or -CF 3 ; R is selected from the group consisting 
of hydrogen, C,-C, alkyl, C,-C 3 alkoxy, -OH, CI, F, Br, I, [acyl,] C,-C 3 
monoalkylamino, acylamino, l-NQj-,] -NO ? . -OCF 3 , aoi -CF 3 ; and n is 2, 3, or 



-NH-. 



3* A compound as claimed In daim 1, wherein Y h 
hydrogen, chlorine* bromine, or fluorine. 
4. A compound as claimed in claim 1* wherein n is 2, 3 * 
to or 4. 

& a compound as claimed in claim I, wherein X Is 



6. A compound as claimed in daim 1* whereinXis— 

7. A compouad as daimed in claim U wherein X is 



15 *-^NH— ♦ 



8. A compound as claimed in claim 1 ♦ wherein X is 
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10* A compound as claimed in claim 9. wherein fee 
substituent Y is in the 5- or 6-position* 

11 A compound <u claimed in clatax 10, wherein mis 2. 
30 XL A compound as **™*ti*a in claim 10, wherein n is 3. 

13. A compound aa claimed in claim 10, wherein p i* 1. 

RAcompwindaactflin^m H4-(3- 
[4-(lH-inda2ol-3-yl)-l-pipcrazinylJpropoxyJ-3- 
methoxyphenyljeihanone or a pharmaceutically acceptable 
& acid Addition salt thereof* 

15. A compound as claimed in claim 1, which is l-{4-{4- 
K-(lH-indazol-3^y])-l-pipcra2inyllbutoxy)-3- 
metboxyphenyl]ethaaoae fumarate or a pharmacsuticaliy 
acceptable acid addition salt thereof* 
40 16. A compound a* claimed in claim 1, which is l-[4«{3- 
[4K6-ilaoro-lH*iadazoM-yi)-l-p^cta2iflyllpropc«y]-3- 
methoxyphcayllethEnone or a phitmacwtfcally acceptable 
acid addition salt thereof . 

17. (Amended) A compound as claimed in claim 1, which is l-[4-[4-[4-(6-fluoro- 
iH-indazol-3-yl>l-pipei^myl]butoxy]-3-methoxyp or a 

pharmaceutically acceptable acid addition salt thereof. 



18. (Amended) A compound as claimed in claim 1, which is l-[4-[3-[4-(6-chloro 
lH-inda;rol-3-yl>l~piperra or a 
pharmaceutically acceptable acid addition salt thereof 

19. A compound as claimed in claim 1. which is MM*- 
14-(1 ,2-benzisotfai azol-3 -yl)- i-piperazinyi| bu toxy ]-3 - 
methoxypheayQethanont or a pharmaceutical^ acceptable 

55 add addition salt ttecof. 

20. A ccmpouod us claimed in claim 1, which la H4^3- 
l4Hl^easoyi^ilttaro4H4ndazoW^^ 
prq>oxy]^methoxypheayl]e<hanone ^esquifUniarate or a 
pharmaceutically ftff qp** 11 * add addition salt thereof. 

*o 2L A compound as claimed in claim 1, which is 
[4^6-<^o-tH4iidat0iT3~y^ 
methoxyphtnvljethanone or a pka^centxcally acceptable 
acid addition salt thereof. 
22. A compound as claimed in claim 1. which is 14443- 
$5 [4-(i,2-heazisothia2Cd-3*yl)-i^craziBylIpropo 
metboxyphenyljethanone hmriftimaratg or a phaimaceati- 
caHy acceptable acid addition salt thereof. 

aw/ 

23. A compound as claimed in claim 1* which is H4-f2- 
f4<lJZ^bea2isothiazoi-3-yl)*l*pipera2lnyl]ethoxy]-3- 
mcthoxypbcnyilcthanonc or a pharraacetidcally acceptable 
acid addition salt (hereof. 

24. A compound as claimed in claim 1* which is M442- 
{446-cMcro4H-indazol-3^yl>*li>ipei^2inyllethoxy]-3- 
meihoxypheDyllethanone or a pheimacomically acceptable 
add addition salt thereof. 
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25. (Amended four times) A compound of the formula: 



(R), 



m 




N- 



(CH 2 ) n O 




X 



wherein X is -0-, -S-, -NH-, or [-N-RJ -N-R ,; 



p is 1 or 2; 

Y is hydrogen, CI, Br, or F when p is 1 ; 

Y is lower alkoxy [or halogen] when p is 2 and X is -0-; 

is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C 10 ) cycloalkyl, aroyl, (Cj-C,,) alkanoyl, and [phenyl sulfonyl] 
phenylsulfpnyl groups; 
aryl is phenyl or 




wherein R s is hydrogen, lower alkyl, lower alkoxy, . 
hydroxy, chlorine, fluorine, bromine, iodine, 
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lower monoalkylamino, Dower dialkylamino,] 
nitro, cyano, trifluoromethyl, or trifluoromethoxy; 

n is 2, 3» or 4; 

R is hydrogen, C,-Cj alkyl, C,-C 3 alkoxy, hydroxyl, [acyl, (C 2 -C„) alkanoyl,] CI, F, 
Br, I, amino, C,-C 3 mono- or dialkylamino, acylamino, -N0 2 , -OCF 3 , -CF 3 , 
-C(=0)-alkyl, or -CH(OR 7 )-alkyl; 
alkyl is lower alkyl; 

R 7 is hydrogen, lower alkyl, or acyl; and 
m is 1, 2, or 3; 

with the exclusion of compounds wherein X is -O- or -S-. Y is hydrogen, and R is 
hydrogen. Q-Cj alkvl. chlorine, fluorine, brom ine, iodine, or C,-C, alkoxv: 
with the exclusion of compounds wherein X is R is H, and m=l; 
or a pharmaceutical^ acceptable acid addition salt thereof. 
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26. (Twice Amended) A compound of the formula: 




(Y) p - 




N— (CH2) n0 



wherein X is -Os 
pis 1 ot2; 

Y is hydrogen, hydroxy, CI, Br, or F, when p is 1 ; 

Y is lower alkoxy(, hydroxy, or halogen) when p is 2; 
n is 2, 3, or 4; 

R is hydrogen, C1-C3 alkyl, C1-C3 alkoxy, hydroxy], [acyl, (C 2 -Cu) alkanoyl,! CI, F, Br, 



-C(=0)-alkyl t or-CH(OR 7 )-alkyty; 
alkyl is lower alkyl; 

R 7 is hydrogen, lower alkyl, or acyl; and 
m is 1, 2, or 3; 

with the exclusion of compounds wherein Y is hydrogen, and R is hydrogen. Ci-C^ alkyl, 

chlorine, fluorine, b romine, iodine, or Q-C^ alkoxv: 
or a pharmaceuticaUy acceptable acid addition salt thereof. 



I, amino, CfCj mono- or dialkylamino, acytamino, -NO2, -OCF3, -CF 3 , 
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wherein X is -S-; 
p is 1 [or 2]; 

Y is hydrogen, CI, Br, or F[, when p is 1]; 
[Y is lower alkoxy or halogen when p is 2;] 
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nis2, 3, or 4; 

R is hydrogen, C t -Cj alkyl, C,-^ alkoxy, hydroxyl, [acyl, (C 2 -C„) alkanoyl,] CI, F, 
Br, I, amino, C,-C 3 mono- or dialkylamino, acylamino, -N0 2 , -OCF 3 , -CF 3 , 
-C(=0)-aIkyl, or -CHCO^-alkyUA 
alkyl is lower alkyl; 

R 7 is hydrogen, lower alkyl, or acyl; and 
mis 1,2, or 3; 

with the exclusion of compounds wherein Y is hydrogen and R is hydrogen. C -C, 

alkyl chlorine, fluorine, bromine, iodine, or C ,-C, alkoxv: 
with the exclusion of compounds wherein R is R and m=l : 
or a pharmaceutically acceptable acid addition salt thereof. 
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28. (Twice Amended) A compound of the formula: 




wherein X is -NH*; 
p is 1 [or 2]; 

Y is hydrogen, CI, Br, or F[, when p is 1 J; 
[Y is lower alkoxy or halogen when p is 2;) 
n ts 2, 3, or 4; 

R is hydrogen, C1-C3 alkyl, C1-C3 alkoxy, hydroxyl, [acyl, (CrQ 1) alkanoylj CI, F, Br, 
I, amino, Q-C3 mono- or dialkylarnino, acylamino, -NO2, -OCF3, -CF3, 
-C(0)-alkyl, or -CH(OR 7 )-a!kyiU; 

alkyl is lower alkyl; 



R 7 is hydrogen, lower alkyl, or acyl; and 
mis 1, 2, or 3; 

or a pharmaceutical^ acceptable acid addition salt thereof. 
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29. (Amended five times) A compound of the formula: 




wherein X is -N-R 2 ; 
pis 1 [or2J; 

Y is hydrogen, CI, Br, or F[, when p is 1J; 
[Y is lower alkoxy or halogen when p is 2;] 
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R 2 is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C l0 ) cycloalkyl, aroyl, (Q-C, ,) [aroyl J alkanoyl, and 
phenylsulfonyl groups; 
ary! is phenyl or 



wherein R, is hydrogen, lower alkyl, lower alkoxy, 

hydroxy, chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, {lower dialkylamino,] nitro, 
cyano, trifluoromethyl, or trifluoromethoxy; 

nis2, 3, or 4; 

R is hydrogen, C,-C 3 alkyl, C,-C 3 alkoxy, hydroxyl, [acyl, (Cj-Cu) alkanoyl,] CI, 

F, Br, I, amino, C|-Cj mono- or dialkylamino, acylamino, -N0 2 , -OCF 3 , -CF 3 , 
-C(=0)-alkyl, or -CHCOR^-alkylLL 
alkyl is lower alkyl; 

R 7 is hydrogen, lower alkyl, or acyl; and 
mis 1,2, or 3; 

or a pharmaceutical^ acceptable acid addition salt thereof. 
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30. (Amended Five Times) A pharmaceutical composition, which comprises a 
compound of the formula: 



(R) m 





1 



(R) 



N (CH 2 ), 



I 

wherein X is -0-, -S-, -NH-, or -NCRJ; 

Ri is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C,o) cycloalkyl, aroyl, (Ca-C,,) alkanoyl, and phenylsulfonyl 
groups; 

whereia aryl is ai defined hereinafter; 

p is 1 or 2; 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy, trifluoromethyl, nitro, or amino r when pis 1: 

Y is lower a lkoxy when p is 2 and X is -Q-: 
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[R t is Rm. R?i or wherein: 

Rao is -(CHjV- where] n is 2, 3, 4, or 5; 
[Riiis 

-CH a -C=CH-CH 2 -, 
-CHj-OC-CHj-, 

"CH^^CHj^CH — CH~CH2*** 
-CH 2 -OC-CH 2 -CH 2 - or 

the -CH = CH- bond being cis or trans; 
R22 iS R20 or Rj, in which one or more carbon atoms of Rjo or Rj, are 

substituted by at least on C,-C 6 linear alkyl group, phenyl group, or 



R is hydrogen, lower alkyl, lower alkoxy, hydroxyl, carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, Irifluoromethyl, trifiuoroacetyl, 
aminocarbonyl, [monoalkylaminocarbonyl, dialkylaminocarbonyl, formyl J 
-C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl, -C(=0)-heteroaryl, or 
-CH(OR,)-alkyl[J: [-C(=W)-alkyl, -C(=W)-aryl, or 
-C(=W)-heteroaryl;] 



(Zi)p 




where Z| is lower alkyl, -OH, lower alkoxy, -CF 3 ,. -NOj, 
-NH 2 or halogen, and p as previously defined;] 
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alkyl is lower alkyl; 
aryl is phenyl or 




where R 5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, [lower dialkylamino,] nitro, cyano, 
trifluoromethyl, or trifluoromethoxy; 

heteroarylis 




Qj is -O-, -S-, -NH-, cr. -CH=N-; 
[W is CHj or CHR„ or N-R, ;] 

R 7 is hydrogen, lower alkyl, or [(Cj-Cu) alkanoyl] lower 

alkyHC=Q)-; 

[R 8 is lower alkyl; 

Rg is hydroxy, alkoxy, or -NHR, 0 ; and 

R,o is hydrogen, lower alkyl, C,-C 3 acyl, aryl, 

-C(=0)-aryl or -C(=0)-heteroaryl, 

where aryl and heteroaryl are as defined above;] and 

mis 1,2, or 3; 

with the exclusion of compounds wherein X is O or S, Y is hydrogen, and R is 
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hydrogen, C t ~C 4 alkyl, chlorine, fluorine, bromine, iodine, cyano, C, - C 4 

alkoxy, or -CGOR^ where is Hor C, - C 4 alkyl; 
with die exclusion of compounds wherein X is [R t i$ R» J R is H, and m = 1 ; 
[all geometric* optical, and stereoisomers thereof J or a pharmaceutical^ acceptable 

acid addition salt thereof, and a pharmaceutical^ acceptable carrier therefor. 
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31. (Amended Five Times) An antipsychotic composition, which comprises a 
compound of the formula: 





wherein 



X is -0-, -S- -NH-, or -NCRa); 

R 2 is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C I0 ) cycloalkyl, aroyl, (Q-C,,) alkanoyl, and phenylsulfonyl groups; 
wherein aryl is as defined hereinafter; 

p is 1 or 2; 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 
alkoxy, trifluoromethyl, nitro, or amin o, when p is 1 : 
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Y is lower alkoxy when p is 2 and X is -Q-: 
[R, is Rio, R21 or Ra, wherein: 

Rjo is -(CHJ D - where] n is 2, 3, 4, or 5; 

[Ra, is 

-CH 2 -CH=CH-CH 2 -, 
-CHj-C=C~CH 2 -, 
-CH 2 -CH=CH-CH 2 -CH 2 , 
-CH 2 -CH J -CH=CH-GH 2 -, 
-CH 2 -C=C-CH 2 -CH 2 - or 
-CH 2 — CH 2 — C - C—CH 2 , 
the -CH=CH- bond being cis or trans; 
Ri2 is Rja or Rjj in which one or more carbon atoms of or R^ are 

substituted by at least on C,-C« linear alkyl group, phenyl group, or 



R is hydrogen, lower alkyl, lower alkoxy, hydroxyl, carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, trifluoromethyl, trifluoroacetyl, 
aminocarbonyl, [monoalkylaminocarbonyl, dialkylaminocarbonyl, formyl,] 
-C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl, -C(=0)-heteroaryl, ox 
-CH(OR 7 )~alkylUi [-C(=W)-alkyl, -C(=W)-aryl, or 




where 



Z, is lower alkyl, -OH, lower alkoxy, -CF 3 , -NO : 
-NH 2 or halogen, a p is as previously defined;) 
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-C(=Whheteroaryl;] 

alkyl is lower alkyl; 
ary! is phenyl or 




where R 5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, Dower dialkylarnino,] nitro, cyano, 
trifluoromethyl, or trifluoromethoxy; 

heteroaryl is 

Q 3 is -CK -S-, -NH-, fii -CH=N~; 
rW is CH 2 or CHR 8 or N-R* ;1 

R 7 is hydrogen, lower alkyl, or I(C 2 -C U ) alkanoyl] lower 

riky!~fC = Q)*"> 

[Rg is lower alkyl; 

R* is hydroxy, alkoxy, or ~NHR 10 ; and 

R 10 is hydrogen, lower alkyl, C r C 3 acyl, aryi, 
~C(=0)~aryl or ~C(-0)-heteroaryl, 
where aryl and heteroaryl are as defined above;] 
and 

m is 1, 2, or 3; 
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with the exclusion of compounds wherein X is O or S, Y is hydrogen, and R 

is hydrogen, CrC 4 alkyl, chlorine, fluorine, bromine, iodine, cyano, C, - C 4 
alkoxy, or -COOR^ where R^ is Hor C, - C 4 alkyl; 

with the exclusion of compounds wherein X is -S-, fR, is R20,] R is H, and m = 1 ; 

[all geometric, optical, and stereoisomers thereof,] or a pharmaceuticaUy acceptable 
acid addition salt thereof, in an amount sufficient to produce an antipsychotic 
effect, and a pharmaceuticaUy acceptable carrier therefor. 
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32 . (Amended Four Times) A method of treating psychoses, which comprises 
administering to a mammal a psychoses-treating effective amount of a compound of 
the formula: 



X is -0-, -S-, -NH-, or -N(Rj); 

Rj is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C 10 ) cycloalkyl, aroyl, (Cj-C,,) alkanoyl, and phenylsulfonyl 
groups; 

where aryl is as defined hereinafter; 
p is 1 or 2; 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 



(YV 





wherein 
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alkoxy, trifluoromethyl, nitro, or amino, wheffip j$ J; 
Y " lower alkoxy when d is 2 and X is -O-.; 
[R, is Rm, R21 or Rn. wherein: 

R M is -(CHj) n - where] n is 2, 3, 4, or 5 ; 

[R21 » 

-CH 2 -CH=CH-GH 2 -, 
-CH 2 -CsC-CHj-, 
-CH 3 -CH«CH-CH a -CHj, 
-CHj— CH2-CH—CH— CHj-, 
-CH 2 -ChC-CH 2 -CH 2 -, or 
-CH 2 -CH 2 -CsC-CH2, 
the -CH=CH- bond being cis or trans; 
Rjj is Rjo or R2, in which one or more carbon atoms of Ra, or are 

substituted by at least on C,-C« linear alkyl group, phenyl group, or 



R is hydrogen, lower alkyl, lower alkoxy, hydroxyl, carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, trifluoromethyl, trifluoroacetyl, 
aminocarbonyl, [monoalkylarninocarbonyl, dialkylaminocarbonyl, fonhyl,] 
-C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl, -C(=0)-heteroaryl, or 




where Z, is lower alkyl, -OH, lower alkoxy, -CF 3 , -NOa, 
-NH 2 or halogen, and p is as previously defined;] 
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-CH(OR 7 )-alkylU; I-C(=W)-alkyl, -C(=W)-aryl, or 
-C<=W)-heteroaryl;] 

wherein alkyl is lower alkyl; 
aryl is phenyl or 



wherein Rj is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, Dower dialkylamino,] nitro, cyano, 
trifluoromethyl, or trifluoromethoxy; 



Q, ts -O-, -S-, -NH-, or~CH=N-; 
[W is CH Z or CHRg or N-Rj>;] 

R 7 is hydrogen, lower alkyl^ or [(Q-C,,) alkanoyl] lower a1kyHC=Q)- ; 
[R g is lower alkyl; 

R* is hydroxy, alkoxy, or -NHR, 0 ; and 

R, 0 is hydrogen, lower alkyl, C,-C 3 acyl, aryl, 
-C(=0)-aryl or -C(=0)-heteroaryl, 
where aryl and heteroaryl are as defined above;] 




heteroaryl is 
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mis 1, 2, or 3; 

with the exclusion of compounds wherein X is O or S, Y is hydrogen, and R is 
hydrogen, C,-C 4 alkyl, chlorine, fluorine, bromine, iodine, cyano, Ci~C 4 
alkoxy, or -COOR^ 

wherein is Hor C,-C 4 alkyl; 

with the exclusion of compounds wherein X is -S-, [Rj is RmJ R is H, and m= I; 

[all geometric, optical, and stereoisomers thereof,] or a pharmaceutical^ acceptable 
acid addition salt thereof. 
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33 . (Amended Four Times) An analgesic composition, which comprises a 
compound of the formula: 




wherein, 

I 

X is -O, -S-, -NH-, or (-NCRj)] - N ( R a); 

is selected from the group consisting of lower alkyl, aryl lower alkyl, aryl, 
(C 3 -C l0 ) cycloalkyl, aroyl, (Cj-C,,) alkanoyl, and phenylsulfonyl 
groups; 

wherein aryl is as defined hereinafter; 

p is 1 or 2; 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 
alkoxy, trifluoromethyl, nitro, or amino, when p is j; 
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Y is lower alkoxy when p is 2 and X is -Q-: 
[Ri is R», R*i or R^, wherein: 

Rjo is -(CHa) 0 - where] n is 2, 3, 4, or 5; 



tR 21 is 



-CH 2 -CH=CH-CH 2 -, 

-CH 2 -CH «CH-€H a -CI^, 
-CH 2 -CH a -CH =CH-CH2-, 
-CH 2 -C=C-CH 2 -CH 2 -, or 
-CHj-CHj-ChC-CHj, 
the -CH=CH- bond being cis or trans; 
R,2 is R20 or Rj, in which one or more carbon atoms of R20 or R^i are 

substituted by at least on C,-Q linear alkyl group, phenyl group, or 



R is hydrogen, lower alkyl, lower alkoxy, hydroxyl, carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, trifluoromethyl, trifluoroacetyl, 
aminocarbonyl, [monoalkylaminocarbonyl, dialkylaminocarbonyl, formylj 
_C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl, -C(=0)-heteroaryl, p_r. 



(Z,)p 




where Z, is lower alkyl, -OH, lower alkoxy, -CF 3 , -N0 2 , -NH 2 
or halogen, and p is as previously defined;] 
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-CH(OR,H*lkyl[J; [-C(=W)-alkyl, -C(=W)-aryI, or-C(=W)-heteroaryl;] 
wjjejein alkyl is lower alkyl; 
aryi is phenyl or 



wherein R 5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino, [lower dialkylamino,] nitro, 
cyano, trifluoromethyl, or trifluoromethoxy; 



wherein Q 3 is -0-, -S-, -NH-, si -CH-N-; 
[W is CMt or CHR R or N-R,;] 

R, is hydrogen, lower alkyl, or [(Cj-Q,) alkanoyl] lower alkyHC-Qh; 

[R g is lower alkyl; 
Rs is hydroxy, alkoxy, or -NHR, 0 ; and 

R 10 is hydrogen, lower alkyl, C,^ acyl, aryl, 




heteroaryl is 




-C(=0)-aryl or -C(~0)-heteroaryl, 
where aryl and heteroaryl are as defined above;] and 



m is 1, 2, or 3; 
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with the exclusion of compounds wherein X is O or S, Y is hydrogen, and R is 
hydrogen, Ci-C 4 alkyl, chlorine, fluorine, bromine, iodine, cyano, C,^C 4 
alkoxy, or -COORm 

wherein is H or C,-C, alkyl; 

with the exclusion of compounds wherein X is -S-, [R| is R^J R is H, and m=l; 

[all geometric, optical, and stereoisomers thereof.l or a pharmaceutically acceptable 
acid addition salt thereof, in an amount sufficient to produce a pain-relieving 
effect, and a pharmaceutically acceptable carrier therefor. 

34. (Amended) A method of alleviating pain, which comprises administering to a 

mammal a pain-relieving effective amount of a (compound! composition as claimed in claim 33. 

35, A phamaceutical composition, whldb comprises a 
io compound as daiacdia data 1,25. 26, 21, 28, or 29, and 
a phatmiceotically acceptable carrier therefor. 

36. (Amended) An [antispsvchoticl antipsychotic composition, which comprises a 
compound as claimed in claim 1, 25 ,26, 27, 28, or 29, in an amount sufficient to 
produce an antipsychotic effect, and a pharmaceutically acceptable carrier therefor. 

37. (Amended) A method of treating psychoses, which comprises administering 
to a mammal a psychoses-treating effective amount of a compound as claimed in 
claim 1, 25, 26, 27, £9] 2S or 29. 
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30 38. An analgesic composition* which comprises a com- 
pound as claimed In claim i, 25* 26, 27, 28, or 29. in an 
amount sufficient to produce a pain-relieving effect, and a 
pharmaceutical^ acceptable earner therefor. 
39. A method of alleviating pain wiuch comprises admin- 
£ istedngtoaraammMapain-ielkvingeffcctiveamouiit of a 
compound as claimed in daim t» 25* 26. 2T* 28* or 2fc 

40* An antipsychotic composition, which comprises a 
compound as riaim+A fa claim 1, ia an amount snfflricnt to 
produce an antipsychotic effect, and a pharmacetitically 
to acceptable carrier thcrcfoc 

41 A method of treating psychoses* which comprises 
administering to a mamma] a psychosesmcaiing effective 
amount of a compound as claimed in claim 1. 

42. An analgesic composition, which comprises a com- 
pound as claimed in daim 1, In an amount sufficient to 
produce a pain-relieving effect, and a pharmaceutically 
acceptable carrier therefor, 

43. Amdhodof alleviating pain, which Courtises admin- 
istering to a mammal a pain-idk^ns effective amount of a 

10 cor^ound as daimed in claim 1. 

41 The compound of any one of daims 1, 2S, 26, 27, 2S, 
aiid 29, whaein said pbaxmacexrticany accepts 
tion salt is selected from the group consisting of salts of 
mineral adds* salts of monobasic carboxylic adda* salts of 

13 dibasic c&xbaxyiic adds, and salts of tribaac carboxylic 
adds. 

45, The compound of claim 44, wherein saidpharmaceu- 
tically acceptable acid addition salt is selected from the 
group consisting of salts of hydrochloric add, sulfuric add, 
ifl nitric acid, acetic add, propionic add* maleic add, fumaric 
add, caiboxysucdnic add, and citric add 
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46. (Amended Twice) A compound of the formula 



(R)m 




N — (Ri)— — O 




wherein 



X is -Q-. -S-. -NH-. or -NfR^: 

R 7 is selected from the group consisting of lower alkvL a ryl lower alkvi. arvl. 



pis I pr2; 

Y is hydrogen, lower alkyl f hydroxy, ch lorine, fluorine, bromine, iodine, lower 

alkoxy. trifluoromethyl. nitro. or amino, when p is 1: 

Y is lower alkoxy. hydrox y, or halogen when p is 2 and X is -Q-; 



(C a -C l ft 1 cycloalkyl. aroyl. (Cf-C^ alkanovl. and phenvlsulfonvl 



groups; 



aryl is as defined hereinafter: 
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the -CH=CH - bond being cis or trans: 
R is hydrogen, lower alky l lower alkoxy. hydroxvl. carboxvl. chlorine, fluorine. 
bromine, iodine, ami no, lower mono or dialkvlamino. nitro. lower alkvl 
thio. trifluoromethoxy. cvano. acvlamino. trifluoromethyl. trifl uoroacetvl. 
aminocarbonvl. dialkvlaminocarbonvl. formvl. -a=0)-alkyl. 
-fY=OVO- a lkyL -CA ^OVaryl -CJ =OVheteroarvl. -CHfOR,)-alkvl. 
-C(=WVa1kvL -Cf =WVarvl. or -C(=W)-heteroaryl; 



Wtersiin alkyl is lower alkyl; 
aryl is phenyl or 




cyano. 



wherein R, is hydrogen, lower alkyl. lower alkoxy. hy droxy. 
chlorine, fluorine, bromine, iodine, lower 
monoalkylami no. lower dialkvlamino. nitro. 
trifluoromethyl. or trifluoromethoxy: 



h^eroaryjj 




wherein Q, is -Q-- -S-. -NH-. or -CH=N-: 



W is CM. or CHR. or N-R»: 



R 7 is hydrogen, lower al kvl. or lower alkyl-(C=0>-: 
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R, is lower alkvl: 

& is hydroxy, tower atey. or -NHRio^and 

R l ff is hydroge n, lower alkvl. C.-C, acvl. arvl. -Cf=OV-aryl. or 
-Cf=OWheteroarvl. 

wherein aryl and heteroarvl are as defined above: and 

m is 1. 2. or 3; 

with the exclusion of com pounds wherein X is O or S. Y is hydrogen, and R is 
hydrogen. Q-C, alkyl. chlor ine, fluorine, bromine, iodine, cvano. C,-Cl 
alkoxy. or -COOR~ 

wherein R ?? is H or C.-G. alkvl; 

all geometric, optical and stereoisomers thereof, or a pharmaceuticaUv acceptable.. 
acid addition salt thereof. 

47. A compound as claimed in clai m 46. wherein X is -Q-. -S-. or -NH-, 

48. A compound as claimed in claim 46. wherein Y is hydrogen, chlo rine, bromine, or 
i; fluorine. 

Claim 49 has been cancelled 
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sn r A compound as claimed in claim , 46. wherein X is -Q-. 
S1 A compound as claimed i n claim 46. wherein X is -S-. 

A compound as claimed in daim 46. wherein X is -NH-. 

I. 

51 A compound as claimed in claim 46. wherein X is -NflWl. 

54. (Amended Twice) A compound as claimed i n claim 46. wherein X is -Q-. 
-S-. or -NH-: Y is H. CI. F. or -CF,: R is selected from the group co nsisting of 
hydrogen. C , -C, alkyl. C r C alkoxy. -OH. CI F. Br. I. C i=£ mpnoalkylaminQ, 

\ ss . A compound as claimed in claim 54. wherein t he substituent Y is in the 5- or 6- 

" position. 

S6. A compound as cla imed in claim 55. wherein m is 2. 

Claim 57 has been cancelled 

^ r A compound as claimed in claim 5 5. wherein p is 1 . 
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SQ. A pharmaceutical composition, whic h comprises a compound as claimed in claim 
46. and a pharmaceuticallv acceptable carrier therefor, 

60 An antipsychotic comp o sition which comprises a compound as claimed in claim 

i. a* in an ammmt sufficient to produce an anti psychotic effect, and a pharmaceutical acceptable 
i carrier therefor. 

61 - A method of treatinp psychoses, which compri ses administering to a mammal ,3 
i p sychoses-treating effective amount of a c ompound as claimed in claim 46. 

(a An analgesic composition which comprises a c ompound as claimed in claim 46, 
" m an amount sufficient to produc e a pain-relieving effect and a pharmaceutical^ acceptable 
: carrier therefor. 

j 63. A method of alleviating pain, wh ich comprises administering to a mammala 

[ pain-relievinp effective amount of a co mpound as claimed in claim 46. 

• •■ 

'. fid. The compound of claim 46. wherein said pharmaceuticallv acceptable acid 

addition salt is selected from the group con sisting of salts of mineral acids, salts pf monobasjc, 
■ carhoxvlic acids, salts of dibasic carboxvUc aci ds, and salts of tribasic carboxvlic acids. 
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65 . The compound of claim 64. wherein s aid pharmaceuticallv acceptable acjd 
addition salt is selected frnm the group consisting of sa lts of hydrochloric acid, sulfuric acid, 
nitric acid, pcetic acid, propionic acid, maleic acid, fuma ric acid, carboxvsuccinic acid, and citric 



acid. 



66. (Amended Twice) A compound of the formula 

(R)m 




l/ V— (Rj)— O 



<3 



wherein 

i 

X is -Q-. -S-. -NH-. or -NffV>: 

R^ is selected from the group consisting of lower alkyl. .and lower alkyL arvl. (&- 
cycloalkvl . arovl. (C^-C,,) alkanovL and nhenvlsirifqnvl groups; 
aryl is as defined hereinafter; 

p is 1 or 2: 

Y is hydrogen , lower alkyl. hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkox y. trifluorome thyl. nitro. or amino, when Pis I; 

Y is lower alkoxy. hydroxy, or halogen when p is 2 and X is -Q-: 

fl y is or R, , in which one or mor e carbon atoms of R,n or fo. are substituted t>V 
at least one C , -C ff linear a lkyl group, phenyl group or 
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(Z,)p 



lower alkyleneyl- 




o 



wherein Z, is lower allcyl. -OH. lower alkoxv. -CF,. -NCK. -NH».Qt 



R w is -fCH, y . where n is 2. 3. 4 or 5: 

-CH 7 -CH =CH-CH 7 -. 
-CH ? — C-C-CH7-. 
-CH 3 -CH =CH~CH2-CHa-> 
-CH-;-CH ? -CH =.CH^CH ? ^- 
-CH^CsC-CHj-CHt-. or 

the -CH=CH- bond being cis or trans: 

R is hydrogen, lower alkyl. lower alkoxy. hvdroxyl. carhoxvl. chlorine. 

fluorine, bromine, iodine, amino, lower mono or dialkvlamino. nitro. 
lower alkvl thio. trifl uoromethoxy. cyano. acylamino. trifluoromethyl, 
trifluoroacetyL ami nocarbonyl. monoalkvlaminocarbonvl. 

djalMaminoc^Qnyl. fprmyll.-C^QVaM. -C(=Q)-Q-alkyl, 

-rr=m- a rvl. -.Cf=0^ tem a ry1~CTHfOR,V- a Ikyl . -Cf^WValkvI. 



hjlQgejj; 
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-C(=WVarvl- or -C< *=WVheteroarvl: 



wherein alkvt is lower alkvl: 



aryl is phenyl or 




wherein R T is hydrogen, lower alkvl. lower alkoxv. hydroxy, 
chlorine, fluorin e, bromine, iodine, lower 
monoalkvlam ino. lower dialkvlamino. nitro. cvano. 
triflunromethvl. or trifluoromethoxv; 



whejym Q, is -CK -NH-, or ~CH=N-; 
\y is r.H T or CHR„ or N-R, : 

R T is hydrogen, lower alk yl f or lower alkvMC^OV-; 
R fl is lower alkvl: 

R ? is hydroxy, lower alkoxv. or -NHRmL^nd 



R, ft is hydrogen, lower alkvl. C-C, acvl. WVt. 
-Cf=OVarvl . or -Cf =OVheteroarvl. 



heteroarvl is 
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wherein aryl and heteroaryl are as defined above: and 

mis U 2. or 3; 

with the exclusion of compounds wherein X is Q or S. Y is hydrogen, and R is 
hydrogen. C l -C 1 alkyl. chlorine, fluorine, bromine, iodine, cyano. Q -C 
alkoxy.or-COOiy 

wherein R,, is H or Q -C, alkyl: 

with the exclusion of compounds wherein X is -S- R, is R^. R is H. and m=l: 

all geometric, optical and stereoisomers thereof, or a pharmaceuticallv acceptable 
qcid additfpn salt Hereof, 
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ii ; 

|j 67. A compound as cl «y^"d f |p''m & wherein X is -Q-. -S-. or -KH-. 

•i 

I ! 

5 1 

|| 68. A compound as claimed in claim 66. wherein Y is hvdrogen. chlorine, bromine, or j 

«1 fluorine. 

?! 

l! ' 

|I <W. A commund as claime d in claim 66. wherein n is 2, 3, or 4, 

• i 

I 70. A compound as claimed in cla im 66. wherein X is -Q% 

i' , ' 

:i 

\\ • ■ ' 

ii 

k 71 , A compound as claimed in q laim 66. whe yein X is -S-. 

.; 72. A compound as claimed in claim 66. wh erein X is -NH-. 

i: 

;; i 

If 73 . A compound as claimed in claim 66. where in X is -N(TU. 

son, j; 

74, (Amended Twice) A compound as claimed in claim 66. wherein X is -Q-. 
-S-. or -NH-: Y is H. CL F. or -CF,: R is selected from the group consisting of 
hydrogen. C r C, alkyl. C, -C, alkoxv. -OH. CL F. Br. I. C.-C monoalkylamino. 
acylamino r -NO,. -OCF,. and -CF ? : and n is 2. 3. or 4. 
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A compound as claimed in claim 74. w Win the substituent Y is in the 5- or 6- 

position. 

76. A compound as claimed in c laim 75. wherein m is 2, 
| 77 , A compound as clai med in claim 75. wherein n is 1 

i 

78. A comp "^ «j* ^\med in claim 75. wherein p is 1 . 

70. A pharpiareiitical composition, whic h comprises a compound as claimed in , claim 
fifi, and apharmacenticaUv acceptable carrier therefor, 

;! 

r R0_ An antipsychotic compo^tinn which comprises a compound as claimed in clajm 

: i n an amount sufficient to prod u ce an aritmsvchotic effect and a pharmaceutically acceptab le, 

'■ carrier therefor. 

I 

•I Si . A method of treating psychoses, w hich comprises administering to a mammal a 

. r g y C hoses-treatiiiff effective a m mmt of a compound as claimed in claim 6fr 

ON, , 
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g o An p alf resic composition which com prises a compound as claimed in claim 6$, 
„ efficient to produce » pain-relievi ng effect and a nharmacentically acceptable 

i 

! carrier therefor. 



il mai 



I! n_ A method of alleviating pain, whic h com prises administering to a mammal . a 

l! p? in-relievine effective amou n t of a compound as claimed in claim 60, 



5 *A The comr^nnH of clai m 6* wherein said nhanraceuUcaUy acceptable acid 

|| 

ij 9 H^ nn .alt is ad r H from the m^ r listing of salts of mineral *wk ^Its of monobasic 
j . ^wtir. acids. M if of dibasic carboxvlic acids, and salts of trihasic carhoxylic acids. 

jj M , The compound of claim *A. wherein said nharmareutfcalfry acceptable acid 

| -it fa select *™ the group listing of salts of hydrochloric acid, wlfittic acid, 

ij nit ri r M acetic aciH pm pionic acid, ™n. fumaric acid, cartoxysuccmic acid, and citric 

; j acid 
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g . 6» ( Ame,i<M) A phwBiycffitfqq composition which r,n,p mf| ,i tw ^ m,^^ nfthn 
formula - 



stein 




Xis-O-, .S-.-NH-or-MR,}; 



E ns^tedtromthe^un^nsfainirQfln^r^y, ^ tmwr atlfy , „ T> f „ 

£, (l )CYcloa^|, ar oY f rr^ C ^alk a novl a nH p henvk„ifi, f1 Y' T -r; 
arvl is define d hereinafter; 



P is I or 2; 



;Morine. n u on n* 
trifluoromethvl. nitfft , v amino, wh^i r j« j ; 
Y js (ower ?Hcoy Y , Hy#QKV or halogen whan n ic n n A y f , ^ . 



ts 



-CH,-CsC.r:n T . 
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-C^HrCH<:H-Cff r , 
-CH,-C*C-CH,-CH,-. or 

the -CH=CH- bond hej ne cis or tran ^; 

R js hydrogen, lower alkvl. lower alkorv h v Am yy} carhowl rhl™^ p» n ^ 
bromine, iodine, amino, lower mngp ordialkvlamino. nitro. tower allryl 
thio, trifluoromethoxv. cvano. acvhmino. trinuommn fr vL trifluoroacetvl 
aminocarbonvl. dialkvlammo carbonvl. formy^ ■ 
■Cr^OValkvl. .gOVO-alkvl M*n).»r Y \..cM).te m ryi i 
^aQSTl- alkvl, -Cf^WValkvl, -Cr-WVarvl nr -C^Wlhetetttaryl - - 

where alkvl is lower alkvl: 

arvl is phenyl or 



where is hydrogen, lower alkvl lower alhm, hy d roxy, chloric fluorine, bromine. 

iodine, lower monoalkylain jno. lower d i al k vlamino. nitrn cvano. triflunromethy l, 

trifluoromethoxy! 
heteroarvl is 
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where O, is -Q-. -S-. -NH-. or -CH=N-: 

Wi S CH,orCHR.orN.fc>: 

R, is hvdroeen. lower alkvl. or lower allcvl-fOOV-: 

R. is lower alkvl: 

R > is hvdroxv. lower alkoxv. or -NHR l ff : and 
R n is hvdroeen. lower atkvl. C.-C, acvl. arvl. 
-C(=OVarvl. or -C(=OVheteroarvl. 

where arvl and heteroarvl are as defined above: and 
rnjsl,2,orfr 

with the exclu sion of compounds wherein X is O orS. Y is hvdroeen. and R is hvdroeen. 

C r C. alkvl. chlorine, fluorine, bromine, iodine, cvano. C . -C alkoxv. or -COOR» 

where R» T is C.-C. alkvl: 
all geometric, optical and stereoisomers thereof, or a pharmaceuticallv acceptable acid 

addition salt thereof, and a pharmaceutical Iv acceptable carrier therefor. 
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87, (Amended^ A pharmaceutical co mposition/ which comprises a compound of 
the formula 



Xis-Q-.-S.,.NH> 1 or.N(R T ) ; 

R T is selected from the group consisting of lower alkvl. arvl tower alkvl. arvl. (C*- ' 

Cntevcloalkvi. arovl. (C-Ctalkanovl. and ph envlsulfonvl groups: 
arvl is defined hereinafter: 
p is 1 or 2: 

Y is hvdroeen. lower aBcvl. hydroxy, chlorine, fluorine , bromine, iodine, lower alkoxv. 

trifluoromethvl. nitro. or amino, when p is 1: 

Y is lower alkoxv. hydroxy, or halogen when o is 2 and X is -Q-: 

(R.) is Rm or R„ in which one or more carbon atoms of R M or R, . are substituted bv at 
least one C,-C f linear alkvl group, phenyl group or 




wherein 
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lower alkyleneyl 




where Z , is lower alkvl. -OH. lower allcoxv. -CF,. -NO*! -Nik or halogen: 

R w ts..«fCHA,-. where n is 2. 3. 4 or 5: 

EjiJs 

-ch,-ch=ch-ch?-. 

-CH,-OC-CH,~, 

-CH7-CH=CH-CH7>Ctf rt 

-ch,-ch,-ch<:h-ch,.. 

-CH,<CsC-CH,-CH,..or 

-CH T -CH T -CsC-CHi-. . 

the -CH=CH- bond being cis or trans: 
R is hvdroeen. lower alkvl. lower alkoxv. hydroxy!, carboxvl. chlorine, fluorine, bromine, 
iodine, amino, lower mono ordialkvlamino. nitro. lower alkvl thio. 
trifluorornethoxv. cvano. acvlamino. trifluoromethvL trifluoroacetvl. 
aminocarbonyl. monoalkylaminbcarbonvK dialkvlaminocarbonyl. formyl. 
.Cr=Q^alkvl. -Cf=OVO-alkvl. -CfOVarvl. -Cf=01.heteroarvl. 
-CHfOIU-alkvl. -C(~W)-atkvl. -Cf=W)-arvl. or -a=WVheteroarvl; 
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where alkvl is lower allcyl: 



arvl is phenyl or 




where R« is hydrogen. lower allcvl. low er alkoxv. hvdroxv. chlorine, fluorine, bromine. 

iodine, lower monoalkvlamino. lower dialkvlamtno. nitro. cvano. trifiuoromcthvl. 

triflugromstfroxy; 
heteroarvl is 



where O, is -Q-. -S-. -NH-. or .CH=N-: 

W is CH» or CHR. or N-R?: 

R, is hvdroeen. lower alkvl or lower alkvl-fOOV-: 

R f is lower alkvl: 

E» fe hydroxy, lower a^kofry, or -NHR^; and 
Em is hydrogen, lower alkyl, C,^ acyj, aryl, 
-Cf=Q)-aryl,or -C(=Q)-heter^ary;, 

where aryl and heteroarvl are as defined above: and 
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m is 1. 2. or 3: 

with the exclusion of compounds wherein X is O o r S. Y is hydrogen, and R is hydrogen 
C f -C, alkvl. chlorine, fluorin e, bromine, iodine, cvano. C , -C. alkoxv. or -COOR, T 
where R„ is C.-C, alkvl: 

with the exclusion of compounds wherein X is -S-. R , is R w , R is H. and nv=l ; 

all geometric, optical and stereoisomers thereof, or a pharmaceutical! v acceptable acid 
addition salt thereof, and a pharmaceuticallv acceptable ca rrier therefor. 

Mi (Amended! An antipsych otic composition, which comprises a compound of 

the formula 




wherein 

I 

Xis-Q-,-S-,-m-,or-N(R T ); 

R, is selected from the group consisting of lower alkvl. arvl lower alkvl. arvl. (C«- 

C. Jcvcloaflevl. arovl. fC,-C,.)alkanovl. and phenvlsulfonvl groups: 
and is define d hereinafter: 
P is i 91 2: 
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Y is hydrogen, lower alkvl. hydroxy, chlorine, fluorine, bromine, iodine, lower alkoxy, 

trifluoromethvl. nitro. or amino, when p is 1: 

Y is lower alkoxv. hydroxy, or halogen when d is 2 a nd X is -Q-: 

£S,lis 

-CH,-CH=CH-CH,-. 

-CH T -CH=CH-CH T -CH«-. 
-CHTrCB 7-CH=CH-CH[ T -. 
>CH,-C 5 C>CH,-CH^or 

the -CH=CH - bond being cis or trans: 

R is hydrogen, tower alkvL lower alkoxv. hvdroxvL carboxvL chlorine, fluorine, 
bromine, iodine, amino, tower mono or dialkvlamino. nitro» lower alkvl 
thio, trifluoromethoxv. cvano* acvlamino. trjfluoromethvL trifluoroacetvL 
aminocarbonvh di alkvl aminocarbon vl . formvL 
-C(*OValkvL ^ W-O-alkvl ^QWrvl. -Cf^OVheteroarvL 
-CH(OR,ValkvL ^~WValkvL -C^WWivL or ^^heteroarvl: 

where alkvl is lower alkvl: 

arvl is phenyl or 
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where R« is hydrogen, lower alkvl. tower alkoxv. hydroxy, chlorine, fluorine, bromine 

iodine, lower monoalkvlamino. lower dialkvlami no. nitro. cvano. trifluoromethvl r 
trifluoromethoxv: 

heteroarvl is 



where O. is -Q-. -S-. -NH-. or -CH=N-: 

Wjsffl T orCHRR9rW-R»; 

R, is hydrogen, lower alkvl or lower allcyl-fOPY-: 

R„ js frwer ^k,y|; 

R, is hydroxy, lower alkoxv. or -NHR 1<t ; and 
R, ft is hydrogen, lower alkvl. acvl. arvl. 
-q^OVarvL or -C^OVheteroaryl, 

where arvl and heteroarvl ar e as defined above: and 
mis 1.2. or 3: 

with thg exclusion of compounds wherein X is O or S. Y is hydr ogen, and R is hydrogen. 
C-C alkvl. chlorine, fluorine, bromine iodi ne, cvano. C . -C, alkoxv. or -COOR„ 
where R,. is C f -C- alky k 
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all Reometric. optical and Stereoisomers thereof, or a phar maceuticallv acceptable aciri 
addition salt thereof, in an amount sufficient to produce an antipsychotic eff ^cr, 
and a phannaceuticallv acceptable carrier therefor 

£2* (Amended! An antipsychotic compos ition, which comprises a compound nf 

tire formula 



Xis-Q-.-S-.-N Hkor-NfR T l: 

R, is selected from the group consisting o f lower alkvl. arvl lower alkvl. arvl. (C r 

Ctevcloalkvl. amvL ftyc. telkanovl. and phenvlsulfonyl groups: 
arvl is defined hereinafter, 

p is 1 qr l\ 

Y if hYdrogen. lower alkvl. hydroxy, chlorine, fluorine, bro m ine, iodine, lower alkoxv. 

trifluoromethvl. nitro. or am ino, when p is I • 
y is lower alkoxv. hydroxy, or halogen when p is 2 and X k -P.: 
(&■ ) is R w or R 7 < jn which one or more carbon atoms of R TT or R T t are substituted bv at 




wherein 
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least one C . -Gt linear alkvl group, phenyl group or 

,(Zt)p 

/, — V 

tower alkyleneyl- 



ghet£2, is lower alkvl. -OH. lower alkoxv. -C F,. -NO,. -NH, or halogent 

is -fCHO.-. where n is 2. 3. 4 or 
JLiis 

-CH,-CH^CH-CH r . 
-CH r CgC-CH ri 
-CH,-CH<:H^H,-CH r 
-CH,-CH,-CH=CH-CH r 

-CH r f>C-CH T -CH^ 

the -CH*€H- bond being cfo or trai^; 
R is hvdroeen. lower alkvl. lower alkojfy , hvdroxvt. carboxvl. chlorine, fluorine, bromine 
iodine, amino, lower mono or dtalkvla mino. nitro. lower alkvl thio. 
trifluoromethoxv. cvano. acvlamino. trifluoromethvl. trifluoroacetvl. 
aminocarbonvl. monoallcvlam inocarbonvl. dialkvlaminocarhonvl. formvl. 
-Cr=QValkvl. -Cf=OVO-all cvl. -Cf=Ql-arvl. -Cf=Ql.heternaivl. 
-CH(OR,)-alkvl. -a°W^-alkvL ^WVan/l or .a=Wlheteroarvk 
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where alkvl is lower alkvl: 



arvl is phenyl or 




where R, is hydrogen, lower alkvl. lower alkoxv. hyd roxy, chlorine, fluorine, bromine. 

iodine, lower monoalkvlamino. lower dial kvlamino. nitro. cvano. trifluoromethvl. 

trifluoromethoxv: 
heteroarvl is 



where O, is O. -NH-. or -CH=N-: 

WisCH.orCHR.orN.lt.: 

R , is hydrogen, lower alkvl. or lower alkvi-fOO)-: 

R. is lower alkvl: 

R, is hydroxy, lower alkoxv. or -NHR, ft : and 
R... is hvdroeen. lower alkvl. C.-C, acvl. arvl. 
-CftOV-arvl. or -Cy^OVheteroarvL 




where arvl and heteroarvl are as defined above: and 
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mfe *i 2, or 3; 

with the exclusion of compounds wherein X is O or S. Y is hydrogen, and R is hydrogen. 

C.-C, atkvl. chlorine, fluorine, bromine, iodine, cvano. C.-C, alkoxv. or -COOR, T 

where R» is C . -C, alkvl: 
with the exclusion of compounds wherein X is -S-. R, is R„. R is H. and m=l : 
all geometric, optical and stereoisomers thereof, or a pharmaceuticaHv acceptable acid 

addition salt thereof, in an amount sufficient to produce an antipsychotic effect. 

and, apha^aceuticajly acceptable career therefor. 

90. A method of treating psychoses, which comprises adm inistering to a mammal a 
psvchoses-treating effective amount of a composition as claimed in claim 88. 

h 91 . A method of treating psychoses, which comprises admin istering to a mammal a 

psychoses-treating effective a mount of a composition as claimed in claim 89. 
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92. (Amended! An analgesic composition, wh ich comprises a compound of the 
formula^ 
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wherein • 

I 

Xts-0-..S-.-NH..or.NfR.V 

R, is selected from the group consisting of low er alkvl. arvl lower alkvl. arvl. (C ,- 

C. n )cycioalkvl. arovl. (C,-C. . >alkanovl. and ohenvlstilfonvl groups; 
arv| ^ defined herejqftfter, 
P»s tor 2: 

Y is hydrogen, tower alkvl. hydroxy, chlorine, fluorine, hrop ine. iodine, tower alkoxv. 

trifluoromethvl. nitro. or amino, when p is 

Y is lower alkox v. hydroxy, or halogen when p is 2 and X is -Q-: 
£R,lii 

^H,-CH=CH-CH r . 
-CH,-C B C-Ctf,.. 
-CH^H=CH~CH,-CH r . 
^H,-CH.-CH«CH.fIH.. 
-CH,-CsC-CH T -CH r . or 
-CH*-CHi-CgC-CH r . 
the -CH=CH- bond being cis or trans- 
R is hydrogen, lower alkvl. tower alkoxv. hvdrom 1 carboxvl. chlorine, fluorine. 
bromine, iodine, amino, lower mono o r dialkvlamino. nitro. lower alkvl 
thio. trifluoromethoxv. cvano. acv lamino. trifluoromethvl trifluoroacetvl. 
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rCH)Mkvl. -a=OVO-alkvl. -fY^ -afvl. .Cf»m.h*t,» T » n ,i 
rCHfQR T >-alkvl. -a=Wlalkvi -rr=w).^i, or ■r jf « W ) .h^, TT |. 

where alkvl i s lower allcvl: 
arvl is ohenvl or 



wrjere R< js hydrogen, lower aHcvl. lower a lV»w ^ fOXV , ch | nrinft nitf>rine hmm;nft 

iodine, lower monoaJMar riino, lower dta lkvlaminn nitm. cvailo , triffimmm^hyi 
trifluoromethoxy, 
heteroarvl is 



where 0, is -p., -S-. -MH-. or -TH=Nf. ; 

WtsCH,orCHR 1 orlsr-R t; 

EtJs hydrogen, lower aikvL or lower alkvl-/f>^>-> 

E« is lower alky]; 

Bq is hydroxy, lower alknxy nr -1^P )0 ; ^4 
R,n is hydrogen, lower allcyl ^. -C acvl. ary^ 
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21 (Amended) An analgesic composition, which comprises a compound nf the 

formula 




^her ein 

I 

Xis-o-.-g-.-NH^or-^); 

R, is selected from the group consisting of tower at levl arvl lower alkvL arvl. fC- 
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C.«kvc1oalkvl. arovi. fC,-C,. taHeanovl. and nhenvlsulfonvl groups: 
arvl is defined hereinafter: 
o is 1 or 2: 

Y is hydrogen. lower alkvl. hydroxy, chlo rine, fluorine, bromine, iodine, lower atkoxv 

trifluoromethvl. nitro. or amino, when p is 1; 

Y is lower alkoxv. hydroxy , or halogen when p is 2 and X is -Q-: 

(R.) is or R„ in which one or more c arbon atoms of R n or R v are substituted bv at 
least one C.-C* linear alkvl group, phenyl group nr 



lower alkyleneyl 




whereZ, is lower alkvl. -OH. loWer alkoxv. -C F,. -NO,. -NH T or halogen 
R» 'S -(CH,1-. where n is 2. 3. 4 or S! 

Eiuk 

-CH,-C*C-CH r . 
-CH,-CH^CH=CH-CH.- 

-CH r C a c-C)ff7-CHr.Qr 

-CH,-CH,-CsC-CH,.. 
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the -CH=CH- bond being cts or trans: 



R is hydrogen, lower alkvl. lower alkoxv. hvdroxvt. carboxvl. chlorine, fluorine, hromiha, 

iodine, amino, lower mono or dialkvlamino. nitro. tower alkvl thto. 

trifluoromethoxv. cvano. acvlamino. trifluoromethvl. trifluoroacetvl. 

aminocarbonvl. monoalkvlaminocarbonvl. dialkylaminocarbonyl. formy l. 

-q-OValkvl -C(Ql-Q-aHcvl. ^^QVarvl. ^=OVheteroarvl. 

.CH(OR,Valkvl. -C(=Wl-alkvl. -a=W~arvl. or -C(=WVheteroarvl: 
where alkvl is lower alkvl; 
aryl is phenyl or 



where R^ is hydrogen, lower alkvl. lower alkoxv. hv droxv. chlorine, fluorine, bromine. 

iodine, lower monoalkvlamino. lower dialkv lamino. nitro. cvano. trifluoromethvl. 

tri fluoromethoxv. 
heteroaryt js 





where Q. is -Q-. -S-. -NH-. or -CH=N-: 
WisCH,orCHR.orN-R fl : 
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R T is hydrogen, lower alkvl. or acvl: 
R f is lower alkvl; 

is hydroxy, lower alkoxv. or -NHR^ and 
R »> is hvdroeen. lower alkvl. C . -C, acvl. arvl. 
-a=Q)-arvlor -a=Q)-heteroaryL 

where arvl and heteroarvl are as defined above: and 
mis 1.2. or 3: 

with the exclusion of compounds wherein X is O or S. Y is hydrogen, and R is hydrogen. 

C.-C, alkvl. chlorine, fluorine, bromine, iodine, cvano. C -C alkoxv. or -COOR,, 

where is C,-C, alkvl: . 
with the exclusion of compounds w herein X is -S-. R . is R is H. and m=l : 
all geometric, opti cal and stereoisomers thereof, or a pharmaceuticaHv acceptable acid 

addition salt thereof, in an amount sufficient to produce a pain-relievine effect. 

and a pharmaceuticaHv acceptable carrier therefor. 

94. A method of alleviating pain, which comprises adminis tering to a mammal a pain- 
relieving effective amount of a compos ition as claimed in claim 92. 

9\ A method of alleviafinfr pain, wh ich comprises administering to a mammal a pain- 
relievinp effective amount of a composition as claimed in claim 93, 
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26, — (Amended^ A compound o f the formula 



/m 



J^. \l—(CH 2 )tiO — ^ ' \ 

(Y) p — >~ ■ " 



CO" 



stain 

I 

Xis-O-.-S-.-NH-.or-NfR,) : • 
R, is selected from the group consisting of lower alkvl. arvl lower alkvl. arvl. (C - 

£i<>)cyc|Q?IM. ?roy>, (CrCufrlfrMOyl, »"d phenylsulfonyl groups; 
arvl is as defined hereinafter. 
pis 1 or 2: 

Y is hydrogen, lower alkvl. hydroxy, chlorine, fluorine, bromine, iodine, lower alkoxv. 

trifluoromethvL nitro. or amino, when d is 1: 

Y is lower alkoxy. hydroxy, or halogen when p is 2 and X is -Q-; 
nis2. 3.4orS: 

R is hydrogen, tower alkvl. lower alkoxv. hvdroxvl. carboxvl. chlorine, fluorine. 

bromine, iodine, amino, lower mono or diatkvlamino. nitro. lower alkvl thio. 
trifluoromethoxv. cyano. acylamino. trifluoromethvl. trifluoroaceryt. 
aminocarbpp,yl, diajkylaininftcarbonyl, foymyl, -C(=QMkYl, -CH>)-Q-?ftvl. 
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.Cf*Olarv). -a=OVheteroarvL or -CHfORO-aikvl: -Cr=WV-alkvt. 
.a=WVarvt. or ^=W-heteroarvk 

alkvl is lower alkvl: " 
arvl is phenyl or 



where R< is hydrogen, lower alkvl. tower alkoxv. hyd roxy, chlorine, fluorine, bromine. 

iodine, lower monoalkvlamino. lower dialkvlamino. nitro. cyano. 

trifluoromethvl. or trifluoromethoxv: 
heteroarvl is 



ftM-Qs -^-NH-.Qr-C^Ns 

WisCH,or CHR. or N»R» : 

R, is hydrogen, lower alkvl. or lower alkvl-fOOV-: 

R? is lower alkvl: 

Ra is hydroxy, lower alkoxy. or -NHR 1 ft ; and 
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R.» is hydrog en, lower alkvl. C , -C, acvl. arvl. 
>C(=Q)-arvl or -Cf^OVheteroarvl 

where arvl and hetero arvl are as defined above: and 
mis 1.2. or 3: 

with the proviso that at least one R is selected from thegroup consisting of 
dialkvlaminocarbonvL form vl. -C^WValkvl. -C^Wl-arvl and 
-QMEn-heteroarvl: 

with the exclusion of compounds wherein X is Q or S. Y is hydrogen, and R is hydrogen. 

C-C, a|kyl. chlorine, fluorine, bromine, i odine, cvano. C . -C, alkoxv. or -COQR r 

Where R„ is C.-C, alkvl: 
with the exclusion of compounds wherein X is -S». R is H. and m=l ; 
all geometric, optical and stereoisomer s thereof, or a pharmaceutical I v acceptable acid 

addition salt thereof. 

97. A compound as claimed in claim 96. wherein X is -Q-. -S-. or -NH-. 

9ft. A compound as claimed in claim 96. wherein Y is hydroge n, chlorine, bromine, or 
fluorine, 

99. A comppiwH «g «laiit»^ ^ y.|fl^rn 96. wherein n is 2. 3. or 4. 
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1 00. A compound as claimed in claim 96 . wherein X is -Q-. 

1 01 . A compound as claimed in claim 96. wherein X is -S-. 

1 02. A compound as claimed in claim 96. wherein X is -NH-. 

I 

1 03. A compound as claimed in claim 96. wherein X is -N(RA 

104, (Amended) A compound as claimed in claim 96. wherein X is -CK or 
Y is H. CI F. or -CR: R is sele cted from the group consisting of hydrogen, 
C r C ? alkvl. C r r, ftllfnvy -OH. CL F Br. L monoalkvlamino, acyfommfl* 
-fttty -OCF.. or -CF«: and n is 2. 3. or A 

105. A compound as claimed in claim 1 04. wherein the substituent Y i s in the 5- or 6- 
position. 

1 06. A compound as claimed in claim 1 05. wherein m is 2. 

1 07. A compound as claimed in claim 105, wherein n is 3. 



1 08. A compound as claimed in claim 105. wherein p is 1 
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1 09. A pharmaceutical composition, which comprises a comp ound as claimed in claim 
i 96. and a pharmaceutical^ a cceptable carrier therefor, 

110. An antipsychotic composition which comprises a compound as claimed in claim 
96. in an amount sufficient to produce an antipsychotic effect and a pharmaceutical Iv acceptable 
carrier therefor. 

111. A method of treating psychoses, which comprises administeri ng to a mammal a 
psvchoses-treating effective amount of a compound as claimed in claim 96. 

1 12. An analgesic composition which comprises a compound as claimed in claim 96, 
in an amount sufficient to produce a pain-relieving effect, and a ph armaceutical^ acceptable 
carrier therefor. 

113. A method of alleviating pain, which comprises administering to mammal a 
• pain-relieving effective amount of a compound as claimed in claim 96, 

1 1 4. The compound of claim 96. wherein said pharmaceuticals acceptable acid 

! addition salt is selected from the group consisting of salts of mineral acids, sa lts of monobasic 
! carboxvlic acids, salts of dibasic carboxvlic acids, and salts of tribasic carb oxvlic acids. 

i . : • ' : 
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11 The compound of claim 1 14. wherein sai d nharmaceuticallv acceptable acid 
addition salt is selected from the group consisting of s alts of hydrochloric acid. sulfuric acid. 
nitric acid, acetic acid, propionic arid, maleic acid, fumaric acid, carboxv succinic acid, and citric 
acid. 



P.S. 



